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CAPLUS COPYRIGHT 2005 ACS on STN 
2003:282583 CAPLUS 
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Process for the preparation of 17P-substituted-3- 
oxo-Al, 2-4-azasteroids and intermediates thereof 
Gorgojo Lobato, Jose Maria; Lorente Bonde-Larsen, 
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PCT Int . Appl . , 27 pp. 
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AB The present invention discloses a process for preparing 17P-substituted- 
3-oxo-Al, 2-4-azasteroids , such as I [Rl = alkyl, OR2 ; R2 = alkyl, 
NR3R4; R3,R4 = H, alkyl; dashed line = double bond], from 
17p-substituted-3-oxo-4-azasteroids I [dashed line = single bond] . 
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Thus, I [Rl = NHBu-t; dashed line = single bond] was reacted with oxalyl 
chloride to provide oxazolidinedione derivative II [Rl = NHBu-t; R5,R6 = H; 
dashed line = double bond], which upon reaction with 1 , 3-dibromo-5 , 5- 
dimethyl-hydantoin in presence of perchloric acid afford 

2-bromo-3-hydroxyoxazolididione derivative II [Rl = NHBu-t; R5 = Br, R6 = OH; 
dashed line = single bond (III)] . Ill was reacted with potassium 
tert-butoxide in presence of anhydrous DMF to afford I [Rl = NHBu-t; dashed 
line = double bond] . Some prepared compds . are inhibitors of 
testosterone-5a-reductase and can be used in the treatment of 
hyperandrogenic alterations. 

IT 135252-06-1P 507221-52-5P 507221-53-6P 

RL: IMF (Industrial manufacture); RCT (Reactant) ; SPN (Synthetic 
preparation) ; PREP (Preparation) ; RACT (Reactant or reagent) 

(preparation of 17P-substituted-3-oxo-Al , 2-4-azasteroids and 
intermediates thereof) 

RN 135252-06-1 CAPLUS 

CN Indeno [5 , 4 - f ] oxazolo [3 , 2 -a] quinoline-8-carboxamide, 4 -bromo-N- (1,1- 
dimethylethyl ) octadecahydro-3a -hydroxy- 5a , 7a -dimethyl -1 , 2-dioxo- , 
(5aR,5bS,7aS,8S,10aS,10bS,12aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0 

Me 




NHBu-t 



RN 507221-52-5 CAPLUS 

CN Indeno [5, 4-f ] oxazolo [3, 2-a] quinoline-8 -carboxylic acid, 

4-bromooctadecahydro-3a-hydroxy-5a, 7a-dimethyl-l , 2-dioxo- , methyl ester, 
(5aR, 5bS,7aS, 8S, lOaS, lObS, 12aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 507221-53-6 CAPLUS 

CN Indeno [5 , 4-f ] oxazolo [3 , 2-a] quinoline-8 -carboxamide, N- ( 1 , 1- 

dimethyl ethyl) octadecahydro- 3a -hydroxy- 5a , 7a -dimethyl -1 , 2-dioxo- 4- 
[ (trichloromethyl) sulfonyl] -, (5aR, 5bS, 7aS, 8S, lOaS , lObS , 12aR) - (9CI) (CA 
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Absolute stereochemistry. 
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AB 1,2-Unsatd. azasteroids I [R = H, (un) substituted Cl-12 alkyl, cycloalkyl, 
Ph, OH, alkoxy, OCH2Ph, amino; Rl = H, Me, Et] were prepared from saturated 
derivs. II in a 3-step 1-pot reaction. Thus, II (R = CMe3, Rl = H) was 
converted to oxazolidinedione derivs. with oxalyl chloride, brominated 
with Br, treated with MeNHCH2 CH2 OH to hydrolyze the oxazolidinedione, and 
dehydrobrominated with Me3C0K. The overall yield of I (R = CMe3 , Rl = H) 
was 60.2%. 

IT 135252-05-0P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation and bromination of) 
RN 135252-05-0 CAPLUS 

CN 4 -Azaandrostane-4 -acetic acid, 17- [ [ (1, 1-dimethylethyl ) amino] carbonyl] -3, 3- 
dihydroxy-a-oxo- , y-lactone, (5a f 17P)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



0 

Me 




NHBu-t 



IT 135252-06-1P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation and oxazolidinedione hydrolysis of) 
RN 135252-06-1 CAPLUS 

CN Indeno [5 , 4 -f ] oxazolo [3 , 2 -a] quinoline-8-carboxamide, 4 -bromo-N- (1,1- 
dimethylethyl ) octadecahydro- 3a -hydroxy- 5a , 7a -dimethyl -1,2 -dioxo- , 
(5aR,5bS,7aS,8S,10aS,10bS,12aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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NHBu-t 
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